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L8 ANSWER 2 OF 5 CAPLUS COPYRIGHT 2005 ACS on STN 

ED Entered STN: 09 Mar 1991 

GI For diagram (s), see printed CA Issue. 

AB The title compds . (I; R = Q; Rl = H, Cl-8 alkyl or alkoxy, halo, CF3; 1 = 
1-5; ring A, B = 4- to 10-membered carbocycle or heterocycle; Y = 0Z1O, 
ZIO, Zl, where Zl = Cl-8 alkylene; R2 = H, Cl-4 alkyl or alkoxy, halo, 
CF3, C2-5 alkanoyl; in = 1-4; Z = single bond, Cl-6 alkylene, C2-6 
alkenylene; R3 = H, Cl-4 alkyl, Ph, phenylalkyl; R4 = H, Cl-4 alkyl or 
alkoxy, halo, CF3, OH, N02), useful for treatment or prophylaxis of 
retrovirus infection, e.g. AIDS, are prepared by amidation of I (R = H) with 
QOH. Thus, 140 mg 3- [( 4-pentylphenoxy) propoxy] benzoic acid was stirred 30 
min at room temperature with excess (C1C0)2 and after concentration in vacuo 
stirred overnight with 82 mg 5-chloroanthranilic acid Et ~ester in C12CH2 
in the presence of Et 3N to give benzoate [II; R5 = Et, R6 = PhCCH2)30]- 
which was saponified with 2N ag . NaOH in EtOH to give 65 mg II [R5 = H, R6 = 
Ph(CH2)30]. A total of 82 I were prepared and 13 I were in vitro tested for 
inhibiting reverse transcriptase of mouse leukemia; I exhibited IC50 
values of 0.7 to 3.9 nM. 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1991:81260 CAPLUS 
114:81260 

Preparation of ( acylamino) benzoic acid derivatives as 
reverse transcriptase inhibitors 

Fukushima, Daikichi; Okuyama, Shigehiro; Miyamoto, 
Tsumoru 

Ono Pharmaceutical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 26 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



JP 02218654 
PRIORITY APPLN. INFO 
OTHER SOURCE (S) : 
IT 



RN 
CN 



A2 



19900831 JP 1988-256668 19881012 
JP 1988-256668 19881012 

MARPAT 114:81260 
131819-44-8P 131819-54-OP 131819-58-4P 
131819-61-9P 131820-17-2P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, as reverse transcriptase inhibitor) 
131819-44-8 CAPLUS 

Benzoic acid, 5-chloro-2- [ [ 5-methoxy-2- [ 3- ( 4-pentylphenoxy) propoxy] benzoyl 
] amino]- (9CI) (CA INDEX NAME) 



MeO. 




C0 2 H 
0- (CH 2 )3-0 




(CH2) 4 "Me 



RN 131819-54-0 CAPLUS 

CN Benzoic acid, 5-chloro-2- [ [3- ( 4-phenylbutoxy) benzoyl] amino] - (9CI) (CA 



Page 103/10/2005 



Ngrazier 1064 57 32search3 
INDEX NAME) 




CO2H 



RN 131819-58-4 CAPLUS 

CN Benzoic acid, 5-chloro-2- [[ 3- ( 3-phenylpropoxy) benzoyl] amino] - (9CI) (CA 
INDEX NAME) 




C02H 



RN 131819-61-9 CAPLUS 

CN Benzoic acid, 5-chloro-2- [ [3- [ ( 5-phenylpentyl ) oxy] benzoyl] amino] - (9CI) 
(CA INDEX NAME) 




C02H 



RN 131820-17-2 CAPLUS 

CN Benzoic acid, 5-chloro-2- [ [3- [3- ( 4-pentylphenoxy) propoxy] benzoyl ] amino] - 
(9CI) (CA INDEX NAME) 




CO2H 



L8 ANSWER 3 OF 5 CAPLUS COPYRIGHT 2005 ACS on STN 

ED Entered STN: 12 May 1984 

GI 



Page. 203/10/2005 



Ngrazier 10645732search3 




AB Benzoylanthranilic acids I (R = optionally esterified OH, amino; Rl = H, 
halogen, N02, cyano, alkyl, haloalkyl, alkoxy, haloalkoxy, alkylthio, 
haloalkylthio; R2 = H, N02, cyano, halogen; R3 = optionally substituted 
Ph, heteroaryl) were prepared Thus 2-H2NC6H4C02Me was acylated with 
' 2,4-Cl(CF3)C6H30C6H3(N02)COCl-4,3 to give 97% II which at 0.5 kg/ha 
post-emergence gave 80% control of Digitaria sanguinalis. 
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methoxycinnamoyl) were prepared by acylation of I (Rl = H) (II) or by 
hydrolysis of III (R2 = methoxyphenyl , methoxystyryl ) . Antiallergic and 
antiinflammatory test data of I were given in rats. Thus, 4.5 g 
3, 4- (MeO) 2C6H3CH:CHC0C1 in THF was added to a mixture of 3.4 g 
R = H) and 3 mL Et3N in THF at room temperature to give, after 
4-C1, R = H, Rl = 3,4-(MeO)2C6H3CH:CHCO] . 



II (X = 4-C1, 
5 h, 5.9 g I 
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6 

AB Eight title derivs . I (R = H, aikyl; Rl = (MeO) nC6H5-nCO (n = 1-3), 

PhCH:CHCO; X = halo) were prepared by reaction of II with R1C02H or their 
reactive derivs. or by hydrolysis of III [R2 = (MeO) nC6H5-n, PhCHrCH]. 
Thus, 2.6 g 3, 4 , 5- (MeO) 3C6H2COC1 in THF was added to 1.7 g II (R = H, X = 
CI) in pyridine with cooling and the mixture stirred 2 h at room temperature and 
30 min at 80° to give 1.4 g II [R = H, Rl - 3 , 4 , 5- (MeO) 3C6H2CO] 
(IV) . Anti-allergic data of IV were given by homologous passive dermaln 
reaction in rats. 
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